(12) INTERNATIONAL APPUCATION PUBLISHED UNDER THE PATENT COOPERATION TREATY (PCT) 



(19) World Intellectual Property 
Orgaaization 
International Bureau 

(43) Internationa] Publication Date (10) International Publication Number 

3 January 2003 (03,01.2003) PCT WO 2003/000180 A3 




(51) International Patent ClasslOcation^: C07D 207/00. 
A61K 31/40 



(21) InternaUona] Application Number: 

PCT/US2002A) 19432 



(22) International Filing Date: 19 June 2002 (19.06.2002) 

(25) FiUng Language: English 

(26) Publication Language: English 



(30) Priority Data: 
60/299,464 



20 June 2001 (20.06.2001) US 



(71) Applicant (for all designated States except US): MERCK 
& CO., INC. [US/US]; 126 East Lincohi Avenue, Rahway. 
NJ 07065-0907 (US). 

(72) Inventors; and 

(75) Inventors/Applicants (for US only): EDMONDSON, 
Scott, D. [US/US]; 126 East Lincoln Avenue, Rahway, NJ 
07065-0907 (US). PARMEE, Emma [GB/US]; 126 East 
Lincoln Avenue, Rahway, NJ 07065-0907 (US). WEBER, 
Ann, E. [US/US]; 126 East Lincoln Avenue, Rahway, NJ 
07065-0907 (US). XU, Jinyou [CN/US]; 126 East Lincoln 
Avenue, Rahway, NJ 07065-0907 (US). 



(74) Common Representative: MERCK & CO., INC.; 126 
East Lincoln Avenue, Rahway, NJ 07065-0907 (US). 

(81) Designated States (national): AE, AG, AL, AM, AT. AU, 
AZ, BA, BB, BG, BR, BY, BZ, CA, CH. CN, CO, CR, CU, 
CZ. DE, DK, DM. DZ, EC, EE, ES, H, GB, GD, GE, GH, 
GM, HR, HU, ID, XL, IN, IS, JP, KE, KG, KR, KZ, LC, LK, 
LR, LS, LT, LU, LV, MA, MD, MG, MK, IVTN, MW, MX, 
MZ, NO, NZ, CM, PH, PL, FT, RO, RU, SD. SB, SG, SI, 
SK, SL, TJ, TM, TN, TR, TT, TZ. UA, UG, US, UZ, VN, 
YU, ZA, ZM, ZW. 

(84) Designated States (regional): ARIPO patent (GH, GM, 
KE, LS, MW, MZ, SD, SL, SZ, TZ, UG, ZM, ZW), 
Eurasian patent (AM, AZ, BY, KG, KZ, MD. RU, TJ, TM), 
European patent (AT, BE, CH, CY, DE, DK, ES, FI, FR, 

GB, GR, IE, IT, LU, MC, NL, FT, SE, TR), OAPI patent 
(BF, BJ, CF, CG, CI, CM, GA. GN, GQ, GW, ML, MR, 
NE, SN..TD,TG). 

Published: 

— with international search report 

• (88) Date of publication of the international search report: 

29 January 2004 

For two-letter codes and other abbreviations, refer to the "Guid- 
ance Notes on Codes andAbbre\>iations" appearing at the begin- 
ning of each regular issue of the PCT Gazjetie. 



00 



(54) Title: DIPEPTIDYL PEPTIDASE INHTOITORS FOR THE TREATMENT OF DIABETES 



CO 

o 
o 

O 




(I) 



(57) Abstract: Compounds having Formula I, including pharmaceuti- . 
cally acceptable salts and prodrugs thereof: (Formula T) are inhibitors of 
the dipep lidyl peplidase-IV enzyme (DP^IV), and are useful in the treat- 
ment of DP-TV mediated diseases and conditions, such as non-insulin 
dependent diabetes melliius.' 



INTERNATIONAL SEARCH REPORT 



International application No. 
PCT/US02/194SS 



A. CLASSIFICATION OF SUBJECT MATTER 

IPq?) :C07D 207/00; A6IK Sl/40 

US CL : 548/536; 514/423 
According to International Patent Gassificatioo (IPC) 01 to both national classification and IPC 



B. FIELDS SEARCHED 



Minimum documentation searched (classiflcation system followed by classification symbols) 
U.S. : 548/536; 514/423 



Documentation searched other than minimum documentation to the extent that such documents are included in the fields 
searched 



Electronic data base consulted during the international search (name of data base and, where practicable, search terms used] 
CAS ONLINE 



C DOCUMENTS CONSIDERED TO BE RELEVANT 



Category* 



A 

A,P 
A,E 



Citation of document, with indication, where q>propriate, of the relevint passages 



US 6,222,043 Bl (Kato et al) 24 April 2001, see abstract. 

US 6,329,502 Bl (Mimoto et al ) 11 December 2001, see abstract 

US 6,440,946 Bl (Kiso et al) 27 August 2002, see abstract. 



Relevant to claim No. 



1-43 
1-43 
1-43 



I I Further documents are listed in the continuation of Box C | { See patent family annex. 



1/ 



Bpeoial oaSegonn of cited docQmanti: 

daoHBUMit Uw ^oKnlsbfe of fhe izi vhioh is not cozutdeicd 

to lis of putfodu xbIbvuls 

docninant pflilishod on nr aflu tba iBiomational GUng date 

dociumt irhitA may thzov dooblB on piioxitj claiin(a) or trliieh is 
oiiad to Mtablkh ilto pnUieaiioB date of another citatxim 01 other 
speoul naam («a specified) 

doovmant zvibxxing to an oxal diEclosnxe, nse, exhibitian or othax 



doonmont published pziiir to tka iatexnatioDal fillfig date hni later 
than the priority date claimed 



laiar dooniD8Bt published after the iatetnatinDal filing date orpziozstf 
data and not In conflict with fhe appUeafion bnt cited to nndezstand 
the psncqilB or tbeoxy nndezl^idng the in'veotion 

dooQfflent of paitlenlar leleTanee; the olaimed inventLon cannot be 
oonflideBBd novel or oaanot be eonsideiBd to involm an iaventive step 
when fhe doenmeDt ia taken alone 

docnmeDt of paztitjalar zelevance^ the olaizood inyention cannot be 
eonndeied to invid'VB an in ventiTe ittep vhen the docnment is combined 
vilh one or mom other eneh doeiunante^ tneh ecaobiQation being 
obriflu to a penon ddll^d is the art 

doaoment zcnmber of the same pa^nt familj 



Dat? of the actual completion of the international search 



10 SEPTEMBER 2002 



Date of mailing of the international search report 



24 JUL200J 



Mame and mailing axidress of the ISA/US 
Conrunisstoner of Patents end Trademarks 
Box PCT 

Washbgton, D.C. 20231 
Facsimile No. (70S) 305-3230 



Authorized officer 

DEBORAH LAMBKIN 
Telephone No. (70S) 308-1 s55 




Form PCT/ISA/210 (second sheet) (July i998)* 




